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H 


CF 3 




394 


N 


NH 


CH 3 


CH 3 


M 


H 


CO^Hj 


CF 3 
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NH 


CH 3 


CH 3 


CH 2 C1 


H 


T T 

H 


Or 3 




396 
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NH 


CH 3 


H 


CH 2 CI 


H 


H 


H 
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CH 2 C1 


H 
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E 
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NH' 
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H 


E 


H 




399 


N 


NH 


CH 3 
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H 


COCH 3 
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400 
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NH 


CH 3 


CH 3 


3,5-diCl-C6H 3 


H 


C0 2 CH 3 


H 





^#tt^$^£fclg( l HNMR, 300MHz, |*lfoTMS , CDCl 3 )$nT: 

ft&mi : 6ppm3.69(3H,s), 3.88(3H,s), 5.04(2H,s), 6.19-6.23(lH,d), 6.77(lH,s), 

6 83-6.87(lH,d), 7.18-7.20(lH,m), 7.26-7.34(4H,m), 7.48-7.64(2H,m). 

ik<k®2* 8 ppm 2.38(3H,s), 3.74(3H,s), 3.89(3H,s), 5.04(2H,s), 6.11 (lH,s), 

6.77(lH 5 s) , 6.85-6.89(lH,d) , 7.1 7-7.20(1 H,m) , 7.32-7.3 5(2H,m) , 7.49-7.52(2H,m) , 

7 ' 64 S^3: 6 PP m 2.36(3H,s). 2.37(3H,s), 3.72(3H,s), 3.84(3H,s), 5.09(2H,s), 6.13 
ClHs), 6.75-6.78(lH,d)» 7.18-7.21(lH^n), 7.34-7.36(3H,m), 7.50-7.52(lH,m)7.61(lH,s)„ 

'4f^4: 8 ppm 2.41(3H,s), 3.69(3H,s), 3.81(3H,s), 5.08(2H,s), 6.20(lH,s), 
6 68-6.71(lH,d), 7.18-7.21(4H,m), 7.32-7.50(SH,m), 7.59(lH,s), 7.92(lH,m) 

ik&W 5: 6ppm 2.17(3H,s), 2.35(3H,s), 3.73(3H,s), 
6.78(lH,s), 6.83-6.85(lH,d), 7.31-7.34(3H,m)> 7.45-7.47(2H,d), 



3.88(3H,s), 
7.62(lH,s)c 
3.84(3H,s), 



5.02(2H,s), 
5.07(2H,s), 



6.74-6.77(lH,d). 

12: 

6.83-6.85(lH,d), 
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6 ppm 2.32(3H,s), 2.31-2.36(6H,d), 3.69(3H,s), 

717-7.20(11^), 7.31-7.36(3H,m), 7.51-7.54(lH,m), 7.61 (lH,s) a 
5 ppm 2.53(3H,s), 3.74(3H,s), 3.89(3H,s), 5.04(2H,s), 6.78(lH,s), 
7.18-7.21(lH\m), 7.32-7.35(2H,m), 7.47-7.50(2H,d), 7.64(lH,s)o 

6 ppm 1.25-1.32(3H^n), 2.36(3H,s), 2.74-2.76(2H,m) , 3.71(3H,s), 
3.84(3H,s), 5.08(2H,s), 6.15(lH,s), 6.75-6.78(lH,d). 7.18-7.21(lH,m), 7.33-7.3 8(3H,m), 
7.50-7.54(lH,m), 7.61 (lH,s)o „ 
#,£-«4: 6 ppm 3.72(3H,s), 3.92(3H,s), 5. 10(2H,s), 6.78(1 H,s), 6.94-7.2 l(lH,d), 
7.22(lH,m), 7.33-7.35(2H,m), 7.36-7.45(2H,m), 7.66 (lH,s), 8.13 (lH,s). 

25: 6 ppm 2.36(3H,d)> 2.62(3H,d), 3.71(3H,s), 3.84(3H,s), 5.09(2H,s), 

719-7 21(iam), 7.33-7.35(3Iim), 7.36-7.37(lH,m), 7.61 (lH,s) e 
26: 8 ppm 1.25-1.30(6H4n), 3.20-3.23(lH,m), 3.74(3H,s), 3.91(3H,s), 
6.15(lH,s) , 6.790-6.799(lH,d) , 6.80-6.90(lH,m) , 7.1 8-7.23(1 H,m) , 
7.32-7.37(2H,m), 7.48-7.57 (2H,m), 7.64 (lH,s). 

tt^27- 6 ppm 0.95-1.00(3H,t), 1.58(2H,m), 2.36(3H, s), 2.58(2H,t), 3.73(3H,s), 
3.89(3H,s), 5.02(2H,s), 6.75(lH,d), 6.84-6.88(lH,dd) , 7.18(lH,m), 7.31-7.34(lH,m), 

7.47-7.51(2H,m), 7.63 ( lH,s)o , ™ „ t, ^ 

8 ppm 3.73(3H,s), 3.90(3H,s) , 5.05(2H» , 6.75-6.78 (lH,dd), 
6.94-6.98(lH,d), 7.19-7.21 (lH^n), 7.30-7.35 (4H^n), 7.53-7.55 (4H\m), 



6.82(lH,d), 
5.04(2H,s) 



32: 

6.84-6.85(lH,d), 
7.65 (lH,s)o 

133: 



8 ppm 1.27-1.32(3H,m), 2.74-2.77(2H,m) , 3.74(3H,s), 3.89(3H,s), 
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5.04(2HU), 6.130IM), 6.78-6.79(lH,d). 6.85-6.89(lItm), 7.18-7.21(lH,m), 7.32-7.35(2H^). 

'^•S^' ^pl'^l.C^), IBUWAUttW* 3.73(3^), 
3 ml «.10(»M). 6.78-6.79(lH,d). 6.85-6.89(lH,m), 7.19-7.21(,H,,n), 

3.7iPftsT, 3JW. 5.08(2Hi. 6..2(.H^), 6.7«.78(lH,d) . 7.2,-7.26(l H>m ) , 
7.33-7.38(3H,m). 7.50-7.53(lHj]o), 7.61 Cms). .-Mm™ 38<W3Hsrt 

tt.^8,36. 6 pp. 0.97(3H,t), 1.66(2H,m), 2.67(3H, »)• «■»>' * 

5.04(2*.). 6.78(lH,d), 6.85-6.88(lH,dd), 7.22(lH,m), 7.33-7.35(2H», 7.46-7.49(2H*.). 

' Tit 52- 6 ppm 3.74(3H,s) . 3.90(3*3) . 5.06(2**) , MO(l*s) . 
6.8«.W*m>. HHJW 7.32-7.37<4ftm). 7.41-7.44 C2ftm>, 7.50-7.52 <4*m). 

^ftSwi'oO, 6 PP» 2.54(3H,s). 3.87<3* S ). 4.04(3*8). 5.02(2*0, 6.81 -6.85(1*0, 

7 ' 26 K 10l' 43 ' 7 ' 5 ^2.39(3H, S ), 3.87(3*s), 4.05(3*,). 5.02(2*s), 6.13<lfts). 

6S0 £lm£: "^rSS^^S? 4™, 5™. 

fiRSHHsl 6 86-6 88(lH,d), 7.26-7.40(3*m), 7.49-7.52(l*d), 7.62-7.65<l*d). 

MMIM, «Si UW* 2.35(3*s), 3.86(3**). 4.04(3H,s), 5.00(2*s), 

«W, '^^SSSTSw** 5.02<2H, S ). 6.23,,60*d) 
UM^PM. 7.20-7.23<l*m), 7.34-7.37(lH,d). 7.39-7.45(2*0,) . 7.50-7.53(l*m), 

"'ifc'Swtn-' Sppn. 3.87(3*s). 4.05(3* S ), 5.02(2*0 . 6.23-6.26<l*d) . 

6.79^.85(2^) , 1*o£>. 7.34-7.37(l*d), 7.41-7.45(2*m) . 7.47-7.53(l*m) , 

7 ' 61 «^n53l 6 PPO 2.38(3*s). 2.91-2.93(3*d), 3.97(3*s), 5.02(2**). 6.13(1*0, 
6.82-6.87(3*m), 7.23(l*d), 7.39-7.50(4Hin). 

Rj , Z Rs R7- ^ A- BBSXfti. Z*SS*Sffl. *«*«< 
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&mtfm$) 30 4Mts 20 /j>Bt, i~io <n#. 

«G1) JJf^W4b«&OTI2JlSB»^F««S». iSL USP4723034. USP5554578c ^(III)^ 





A=N, B=0 (IV); A=N, B=NH (V), 

A=CH, B=0 (VI) ; A=CH, B=NH (W). 

tmsrmbm. m«e*k 

0.1-99% . 

^±). mmmzn-. mm, mm-, «te, ^^SStKSSS^H 5 
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mm®, m&w&mmoi, m#MB*iMk, mm^m^mm^k, ^+-^s?iiiit. 
&&mmm. *t&tmmmm. wMi»#jasi§r 25, 5o«75%«*»tt^^, Rm^mm 

M#*iJ^AW 10S 100 a(1.676-0.152mm);fcvh, J&TOj&ffl<l&£A&7|S:$iJ&. Iftit 

0 5-75%m*wstt/a4Hw o-io%M«^m^^j> ^ffistt^j. ^#eca^jo mmm a w 

HBtffiS^^^I. 1-50%W/V 2-20%W/V ?Ltt.7PJ*0 0-20%W/V 3£4»MJ#1?I 

fcfcK *aBW38i*«Wi«3W- *#*M6*Ja^W iO-75%Mtfi«j$Sttja$K 0.5-l5%S*ff}# 

»3ipj. o.i-io%mft^^^ip?pj^iMr&^j. s^ak mmfrWftmMo 

WN^zfifiiis. ^#&®¥'Mtf, fig+jqA 1.7 & 7-»£#a*. mmm^m 

KHftMtii, JnA3 5£ (^-2-[2-(jft^*)#l6]-3-¥*t3IPI»»¥». «««#3<Mit. & 
&&^WJA«czlc*- Z,mzJM^fc3ft, fflt&3P-tr&7.K$fc 3 S:ilS, 

#5*JK*#5J!E. ttJl#f#5!l«JSfti^»2.8 3SE. *»tt*tft*3|Wfc. 76. 5%„ 

^mmwr-wmwrnrnf fl*+inA 1.0 a 7-js*^¥«#.&*. «i« 

«jra3e*nttHB. jpAi.66jto9-2-[a-(«iTOM]-8-¥«6W»»™. mmmz 
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1^ 



♦R«4fefe<IHl.73.JE» ^140-143-Co 4»80%. 

^J3: 4fefe<&! 101 fi*Jfl§!l# ,. m 

ttflA***. ZJ*Z«Ml3*, 3*. =«. a«. ^ffi^. 

150-152'C. W83%o 
4- 4fefe$J 153 fKjf&l^ 

« 0.27 101 W«MP»tfcW¥»tt 30 ^TWlll^.WWflZ't 

Zsmw%L2ik, fe#ftliifc^B*2fci& 3 ew^^-frlfczKtfe 2 ^Hfc. mm, # 

#®4fefe#l0.24;£, &£210-214'C. i&¥89%. 
3S#4fefeW#J»±£#8^J&- 



^#1 5 60%PTffite»J 

60% (fii) 

ffi**± 31% (fii) 

mm 6 35%?L*fc 

{fefefcl 1 35% CM) 

10% 

z,mmt-nm=mm 15% <s*> 

JTR^ 40% (lt#> 

^1 7 30% -^TK^^ 

it^m25 30% cm*) 

4% 

2% (S*) 

JMWHS 8% (M) 

^ 56% Ctt) 

#4fefe«& 25 Jg 80%tt*^+-^£l#S^#^^* (lmm *> + £ 
g#j8 25%^-^lPJ^^3 

12 25% cm*) 
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C*§fi!l 1) 



4% (Sfi) 
2% (M) 

1.5% cm*) 

2.5% Ofcft) 
30% (S*) 
35% <Mt> 



^^^a^r^o #$stt#tiici5;B4>* N,N--¥*¥i«itft¥, m*mm3iffim 

mm*, ftmmkm, mtMX&itmjs cmn^m^m^ a^t. ^^®^x 
m jpo4-i8246i nm^® jp5i ®ftmj&mmmft&\t%t%i%&% 2. 



2oop P mBt, %mj&mmm®3&% ioo%mmit^® 1, 2, 4, 5, e, 12, 25, 26, 33, 34, 

35, 52, 109 ®&*T95%mftiir®l> 24, 36, 153 

200ppml#, ^A^MimA 100Htt*flS«« 2, 6, 100^: Kf«*^7SHtt*ft 
<$|6, 101, 102, 103, 106 

200ppmBt, XHMIffVMft** 100%Mtffc*« 6, 7, 10 «< Kr»*^ 85%W*tti^ 
$18, 106, 154 # 



200ppmttt, jtihdcsBStttJSRia^ «5%WWIki 



3, 101^. 



2oo P pmB^, rtTkmnmmm&ttssvoM^ik&mt. io^. 

200ppmB*, Xt<h*e»*l»»^70%WW4k-^*9, 101, 111 

200ppmBt, #*3«^f»»»100HflWrft«l6#, WfcW 1 93%flMrtfc** 7, 10 
E&^t^f 75%6<jWtt.'H ^ 8» 154 3?. 
* 200ppmB*, X^*H**»«** 90H«*4fc*4ll 6 «, 80%Wt^i 7, 8, 

io m$cJ:T 75%m^\t^m u 
2oo PP m m, xtmmmsmmsi*:? 9s%mmiMtm 6 m, 75%mmit^m 10 

°200ppmltf, ^S*/h»E*!l»** : 3 i 95%WW4fc^»5, 6^- 





1 


2 


5 


6 


12 


26 


52 


JP51 




100 


100 


100 


100 


100 


100 


100 


20 
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fe^s^ 6oop P m 5, 6 sex**^ mm^MT^mmmm^, * 

^ 50%. 

300p P m f#, 4fc-£& 7. 9. 10 ^i^lB^SM^FIIftA^Etr^ii 100%; 
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